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^-v: 1/ 



M*ai] (I) 
Mfel] 



;V7-*3^ /NnCi-C6T;v^r;v^^^> Ci-Z^T 4 ^nCi-C 
6 r;v^;vx;v7^ Ci-C6T;v*;i'*;i'*~;v^ vNUCi-CeTA'^v* 

-/ulk ^eyci-c 6 T;i/ J r^T^y^X{iIsi-^t< ^^o-c^^vCi-c 6 t 




(I) 
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^-v>: 2/ 



nr;v*>i^nHf^ c 2 -c 6 r;v^i/>^> «^c 2 -C6T;v^ vv*. 

v >SXfi 7;H^V>Si: — It Kfco TC3-C6 v ? n T ;V # >^XfiC 3 -C6 

„ jsuZi-C^t )V^r)V^)vy Ci-CeT^^v*^*-^. ^nCi-C6 

otl)^; (^Nnci-c 6 T;v^r;v) r^/i, Ci-c 6 t;v3*v#^-^> 
C1-C6 t;v^^t ^ / 7x-;H, i-n±i4ot^<, ^ 

Qy>S^ vr;^ -hns, Ci-c 6 t;v^t^^ /nuci-c 6 t;v^;^ c x 

-CgT^n^ri/^ ^nCi-C6T;Vn^rvS> Ci-C 6 T;V^r^T 5 / & 

fni, Ci-C6T;v^;^ /Nnci-C6T;v*;i^ Ci-CeT^^^rv^ ^uci- 
c 6 r;w^^v^ ^eyci-C6T^^^T^y^ |ig-XJ±^£oTk&v>vCi-c 6 
t;v^;vt^/*. Ci-C6T^^^^*> ^Nnci-c 6 r;v^;v^^*> Ci-c 6 t 
^^v*;^^ -/Hk ^nCi-C6T;v^r;v^^7-f -/Wfe, C1-C6 r;v^;^^ 
* ^ Ci-Ce r ;v * ;v * ;v * - ;v^Xt*Ci-C6 7;vn^y*;v 
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^ 2002-245264 ^ 3/ 

Ci-c 6 r;vn^v^ ^nci-c 6 T;v^^rv^ r^/S, ^/Ci-Cer^ 

S> ^nci-c 6 7;i/*;v?-*^ ci-C6T^*^^7>f-^3t, ^nci-c 6 r;v 
^yCi-c 6 T;v^^T5 /S. (^nci-c 6 r;v^;v) r^«^ PI- 

yi, ->n*. Ci-c 6 r;v^;^ ^nci-c 6 T;v^;v*> Ci~c 6 7;v3*v* 
, /nUCi-C 6 T^^^v*> Ci-C6t;v^;v^^-*. /ndci-C6t;v^;v^^-^ c 

, (^nci-c 6 T;v^;v) T5;i, R-xti^oTt^yci-Cer^^ 

;V7^i, R— Xtt**o-Ct>Av»^ (^nCi-CeT^*^) T^S, Ci-C 6 

i j^±of ^i^t±t:tt ;vt 5 y 1, -N=c (Ti) t2 ( 
i\ yj;i, -bns, ci-c 6 r;v^;v*s ^nci-c 6 T;v^;^ Ci-c 6 r;v 
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i-*J: 4/ 



Ci-C6T^3*'>*>V#=-^*X«±Ci-C6T^>UT5 /a**-**** 

, ^nci-c 6 r;v^;v^ Ci-c 6 t;v ^nci-c 6 r^n^v^ Ci-c 6 t 

(^nci-c 6 r;v^;v) r^/S> Ci-Cer^n^v^^^^XtiCi-c 

H°i;v;v*, |W|-3ZJ±#l&o-C*>&<U ^nyvS?, v7/^ -b 
Ci-C 6 r;v^;v*. /NnCi-C 6 r;v^^^ Ci-C 6 7;vrr*-v^ ^nci-c 6 

nd-c 6 T;v^;v) n-xttHfto-cfcAv^yci-ceTA'^ii'T^yif 

y * ;V*^;H^f,il^^^ 1 t**^t^f ^^'^ C 1" C 6 

. Ci-c 6 t;v^;v». ^nci-c 6 r;v^r;v^ Ci-c 6 r;vn *v&. /Nnci-c 6 r;v 
/i^*3k ^nci-c 6 r;v^;v^^^ Ci-C 6 r;v^;v^;v7 * ^nCi-C 
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nci-c 6 T;v^;vT^y^ Ci-c 6 t;v*;^**> ^nci-Cer;^^**. c 

R2, R3#t/R4 ( i|W|-;2ji^&oT tK^h^ Ci-C6T;V^t^*> c 3 

-c 6 r;v^-;vg. Cs-CeT^^-^^ Ci-C4T;v3^^Ci-c 4 t;v^;vS> Ci-c 

tf-frmxi*R-% t < teH& o -r & vCi-C 6 T ;v*;i/7 ^ / # 
*3*1- 0 X, R2(iAX(iR 1 kJHrt-L-C, 1 ~ 3flOH-Xtt*fcoT*AH* 
WK^XttMHK^fc * *tT 3 ~ 8 Wm:%fc$Z> - 

X. R2ttRlfc-*fc*oT = C (T3) T4 (gfcrK T^RZfT^t 

m—X&&*'?xi>&<, tK^h?-> Ci-c 6 t;v^;v^ ^nci-c 6 T;v^;^> 

r;v=^>S> Ci-C6t;v^;v^^-^ ^oci-c 6 7;v3r,>v?-:«> Ci-c 6 r;v* 
, n— X»*4oT4»Av^ (^nci-c 6 r;v^;v) r^/*> Ci-c 6 T;vnJrv 
Xli|W|-;5U*^£o-C i k&<U Any>H^ vr;i> - ho*, r^y* 
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0 0 2 - 2 4 5 2 6 4 ^ ^-v : 6/ 



Ci-CeT^;^*^ ^nCi-CeT^*^*^ Ci-C 

^•;i/)!7;v^;i/7^yS> /NnCi-C6^ ;v ^ ;1/ * ;l/5 ^- ;l/T 5 J Ci-CgT;^ 

^#^_l^>^ L/i 2 / [@^>x t±— m k £ o xm&w*fcj&~$~ &zttfx-z, mm 

^fill-X{±#l&oT&&<U ^u^H^n -bnl, Ci-C 6 T 

, Ci-c 6 r^^^^^-^ ^nCi-C67;v*;v?-*^ Ci-C6^ ;v ^ ;v ^ ;l '' 7 ' f - 

Ci-C 6 r;v^;^ e Kn^->Ci-C6T;v#>Hfe, Ci-C 6 T;v=f *~>C 
i-Cer^^^^ /Nnci-c 6 T^n^>'Ci-c 6 T;v^;v^ > /Nnci-c 6 r;v^;vs 
„ b KnJf-v^NnCi-C6T;w^;vSs Ci^6 T;V3 *~ > ^ nC l- c 6 7;v * ;, '' 3 k ^ 
nCi-C 6 T;vn^v/NnCi-C 6 T;v^;v^ Ci-CeT^drv^ ^nCi-CeT^n 

, /^^Cl-C6T;^3^~>^^^Cl-C6T;v^r;l/^■^&> ^uCi-CeT^^rv^nCi- 
%Tfr*)V*)vy 4 - ^ n Ci-C 6 T W> nCi-C6 T /w* * 
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^-v? : 7/ 



Ci-C6T;V^-;V*> ^tfCi-CeT^*;!^ Ci-C6^ jV::r ^^^ ^nCi-C6T 

v7;i> ^hni, Ci-c 6 r;v^;«. ^nci-c 6 r^^-;v^ Ci-c 6 r;wn^ 
->3k ^NnCi-C6T;v3^r^>*. Ci-C 6 T;v^^f-^*> ^nCi-C6T;v^;v^^- 

r ;v ^ ;u * ^ * ~ ;v ^ n T * * * ^ * — ^ S> £ & l & 

/^^Cl-C6T;^^;v^-^*^ Ci-C 6 t;v^^x;V7 4 ^nCi-C 6 T 

Z> ^#St±£>PJI^ Lfc 2 m<v Y tt— Jt tm^t^w^ £ t § > 

6 r;v^;v*. ^nci-c 6 T;v*;i^> Ci-c 6 T;vn^rv^ ^nci-c 6 r^n^i/ 

/NnCi-C6T;v^;vx;v7^r Ci-C6T;v*;v;*jv*~;vft> 
Ci-C6T;v^;w^;v^^;«> */Ci-C6T;v^;vt< >^ ^ (^uci-c 6 t 

£L < {i^^oT^^v? (^nCi-CeT^^) T^y*^^^^tt^> 1 £1 
iOfM^^t^^^^^i^o n(±0~3<7)liifi:^^1"o I 
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[0 0 0 1] 

[0 0 0 2] 
[*£*&#] 

1 -2 4 0 8 5 7^m.RV ? mm2 0 0 1 - 1 3 1 1 4 l-^StfRfc* 
[0 0 0 3] 

L i 3 £ "t %> mm] 

&n&Tm^<OftV!l&Mfc&^"C* ******** *3*^ <> 

[0 0 0 4] 

$>*K #H¥l 1 -2 4 0 8 5 7H9^WttWII2 0 0 1 - 1 3 1 1 4 
[0 0 0 5] 
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9/ 



Mb 2] 



x, 




R 1 

o ^so 2 -n; 



(i) 



7;i, -fni, Ci-c 6 t;v^^vS> ^nci-c 6 r;vn^vs. Ci-c 6 r;v^r 

;V * ^ «=£ y Ci-C 6 7;WT^ |bJ— £ L < (i^ & o T % vCi- 

c 6 r ;w * ;v r ^ j h mm. £ ft h i &± <o * % -t z> «mci-c 6 r ;v * v 
C3-C6T;v^-v>3fe. PI— Xi^ot^<> />ny>lf, vT/ 

^ chnS, Ci-C6TJV3*'>3fe. ^nCi-C 6 T;V3* Ci-C 6 T;v^;v^- 
^NnCi-C 6 T;v^;v^^*> Ci-C6T^;w^;i/7>f-;vafe, /NnCi-C 6 T 

- ^ y Ci-c 6 t;v^;vt ^ / *x»±ra-^ KWoti Hv> vCi-c 6 r 

[0 0 0 6] 

- has, Ci-C6T;v n^^n, /NnCi-C 6 r;vn^v^ Ci-C 6 r;v*;v^ 

Ci-c 6 t;v^;vt s j L < teH& o r % &v^ci-c 6 r 

m*7Fl-o X> Ci-c 6 r;v^v>^ fltifeCi-C6T;v^vv3fe> c 3 -c 6 T;K5r-v 
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<*-*j : 10/ 



c 2 -C6T;v^v>^ fi&C2-C6T;v* C3-C 

V >*3ZJi T ^ - V >m t — £ K tz o TC 3 -C6>' >^X»±C3-C6'> * 

[0 0 0 7] 

v7/I, - y ng, Ci-C 6 T;vnJrv^ N /NnCi-C 6 T;Vr3* Ci 

t;v*;v*;v*~;i^ ^yCi-C 6 T;v^^r^ /S> ^ (;nuCi-C 6 t;v*;v 

Xte#|£oT&iiv>vXi-C 6 T;v*;vT5/S> Ci-C 6 T )V*)V^-jr^ ^nCi-C 

bns, Ci-c 6 t;v^;^ /m3Ci-c 6 7;v^;v^ Ci-c 6 T^n^v^ /Nnci- 

* - ad C1-C6 7;v^;vx;i/*^ f£Ci-C6T ;i/n^y^ )V *K - 

* & «^Ci-C 6 T ;v >Hk 
[0 0 0 8] 
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;v) T^/S> is|— X{i^^oT%S.v^vCi-C 6 T;v^^T^ |W|— XteH 
4ottiv»y {j\uzi-c§t)\'*)v) riym, Ci^6 T;v * ; ^ ;V5i *- ;l/T * 

iwi-XtiM^o-c^^v^^ (^nci-c 6 r;v^^) r^/S> Ci-c 6 r;v3 

[0 0 0 9] 

^>yM^75/i, IW|— XttMot^<, /nu^H^ v7/i, - h 
n*. Ci-C6T;V^;v*> ^vCi-CqT^*)^, Ci-CeT^n^vS. ^nCi-C6 

> IWJ-X&ll&oTk &v>v (^nCi-CeT;^;!') 7^7^ Ci-C6T;vn^rv 
M^i±^t^t^>VM;V7^i, -N = C (Tl) T2 (5£fK Tl 

^Fni, Ci-C6T;v^r;^> ^uci-Cer^^-)^ Ci-c 6 r;v3^rv^ 
7NDCi-C6T;v3dr->s N Ci-C6T;v^r;v^^^> /Nnci-C6T;v^;v^^S> Ci- 
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T<S&, ra-X»i*4oT4>Jl.v»^ (^nCi-C 6 T;v^^) r^y*. Ci-C 6 T 
[0 0 10] 

-C6T;v^;vS. ^nCi-C 6 T;v^;v^ Ci-C6T;Vn^v*, ^nCi-C6T;V3^ 

vik Ci-c 6 t;v^;v^-*S> ^nci-C6T;v*^f-*l^ Ci-c 6 7;v*;v*;v7 
nCi-C6T;v^^x;v^^-;v*, ^yCi-CeT^^^T ^ (^nCi-C6 

yr;i, ^hni, Ci-c 6 t;v*;v^ ^uci-c 6 t;i/*;i^ Ci-CeT^n*. 

^nCi-C6T;V3*:>^ Ci-C 6 T;v*A"f-*^ ^nCi-C6T^^^* 

^ N Ci-c 6 t^^;v^^7^ ^Nnci-CeT^^^^^-f-;^ C1-C6 

[0 0 11] 

^>vM;v^ PI— XtiM&oT ^nyvjBK^ v7/S, - 
hni, Ci-c 6 t;v*;vS> ^nci-c 6 7;v*;v^ ci-c 6 T;vn^v^ acci- 
c 6 r^n4rvs> Ci-CeT^^^r^ y*. ^ nci-c 6 r ;v */vr^ ym, Ci-c$ 
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*- 9 S I 13/ 



* )V 7s )V * - tiC!-C6 7^n^y*;v ;V^^ c, $ tt * 1 J^±0* 

* m-f & m.^ y V-f e U v ;v % ;v # ^ ;v^L ti L < tin * o 
T*>Jl<> Aoy>I^ VT/S> ^hni, Ci-C 6 T;V^t;V^ ^oCi-C6T 
Ci-C6T;Wn^v^ /NnCi-C6T;l^n^rv^ C1-C6 T^^^T 5 -/ 

/NnCi-C6T;v^;vT^ C\-c^r^^)v^-^m, ^nci-c 6 r;v*;v?- 
Ci-C6T;v%;vx;v7-f-;^. ^uZi-C^f J^^-^^n/y ^ Ci-C 
6 r ;v * ;v ;v * — ;vs. ^ n C1-C6 r ;v ^ ;v * )v * - »*Ci-C6 r ;v 3 ^ -> 

# ;v ^ h £ ft & 1 M±ofM £ 3r1" * tf v ;v * ;v 

[0012] 

r2, R3^R4 ( ±(wi-x{i#^oT'b^<> 7jc*m^ Ci-c 6 r;v^r;v^ c 3 
-C6T;v^-^S> C3-C6T;v^r-;Hfe^ Ci-C4T;v3^t'>Ci-C4T;v^;v^ Ci-c 
4t;v*;^*Ci-C4T;v^;i/S. Ci-C67;v*;v#;v**~;v^ ^\nci-C6 7;l/ * 

;V:*/;i/#~;v2fe, Ci-C6T;Vn^v^;i/sK-;V^ ^ JCi-C^T ^ ^ ij )V 
^^1- 0 X> R 2 {iAXt±R 1 ^^t-C> 1 ~31@<0|W|— XliiioT^l^ 
fc^li.X, R2(iRlt-^tC^o-C=C (T3) T4 (5$;*, T3&U f T4*± 

Ci-c 6 t;v3^v*. /Nnci-C6T;vn^rv^> r^y^ ^yci-c 6 T;v^;vr 
nm, Ci-C 6 t;v^;v^> ^nci-c 6 7;i^;i^ Ci-C6T>V3*">aik ^nCi-c 6 
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^ 2 0 0 2 - 2 4 5 2 6 4 ^ ^- v I 14/ 

[0 0 13] 

X«iP^-XI±#lfco-Ct>&<^ ^ny>S^ vT/«> -bn^ 

. Ci-c 6 r;v^;v*. ^nci-C 6 T^^JV^ C2-c 6 t;v^->>vS> ^nc 2 -c 6 T;v 
^nci-c 6 r;i/rr^->^ ci-c 6 7 ^nci-c 6 7;v* 

;V#;V**-;V*^v&, Ci-C 6 7;V*^*S, ^nCi-C 6 T;V^^^^*> C4-C 

vg. MnCi-c 6 7;v*;v*JW*~;v:**->^ ^/Ci-c 6 t;v^;vt 5 * 
j <>NtfCi-c 6 7;v*;v) r^l> ra-x»±**or<>^^Ci-C6T;v^^r. 
Mti^oT^v>y (^nci-c 6 r;v^;v) r^/S> Ci-c 6 r;v 

^#5!UiOSI» t 2 lio X T ffi^fc^Jfrt * - § > 
^t±R-OlfcmfcoTfcJi<. ^n^>S^ vry^. Ci-C 6 T 

;v*;Hk ^nCi-C 6 r;v^r;v^ Ci-C67;v3*v*. ^nCi-C 6 T^3^v^ 
, Ci-C6t;v^;v^^-^> ^nCi-CeT^*^*^ ci-CeT^^vx^-r- 

-c 6 t;v^^^^^-^*> ^yCi-c 6 T;v^;vT5 */ (^nci-c 6 ^ ;l/ 
<0flt&2£*^rt& mi* o ~ 2 ose&*^i-<, 

[0 0 14] 

Yt±ra-ou±nfc-=>-c*>&<^ ^ny^ vt;^ -> d ^ tR$^>. 
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i-c 6 t;v^^», ^nci-CeT^^vCi-Cer;!,*;^ ^nci-Cer;^^* 

, b Kn^~>/NnCi-C6T;v^r^^ Ci^6^ vn *~ > ^ nC l _c 6 7;l ' : * ;l '* > ^ 
/NnCi-C6T;v:3*v^nCi-C6T;V3*">S> Ci-C6TA/*^f-**^ 

^;V7^;H, Ci-C 6 t;v^;v^;v*-;vS> /NnCi-C6^ ;l/ ^ ;l/ ^ ;v *- ;l/ ^ 
, /NDCi-C 6 T;v:3*v^nCi-C6T;v*;W^^ /NnCi-C6T^3*v^nCi- 

CeT^^^-r-^^ ^nCi^6 7;V3 ^ >/NnC l- c 6 T;v * ;v * ;V *- ;v 
Ci-c 6 r^^;v^ /Nnci-c 6 r;v^;v*. Ci-c 6 r;wn3rv^ ^nci-c 6 7 

[0 0 15] 

7x^iVfti. |WI— ^JiH&oTkJK^ ^n^VJETs vT/i, 

vjjt^., yr/i, ^fni, Ci-c 6 t;v^;v*> /m3Ci-c 6 t;v^^> C1-C6 

. C1-C6 r ;v * >v * ^ * - li^a C1-C6 r ;v * fr* * - & £ **- 
tz 21SOY & o t m^M^r^-t Z>^t iFC £ > l^^mti l^-Xt*#l 
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c 6 r;v^;vs, Ci-c 6 t;i-3^v^ ^nCi-Cer^^v*, Ci-c 6 r;v^;vf- 

^yci-c 6 r;v^;vT^y^ (^nci-c 6 r^^^) r^sm. m 
-Xitm^-oxii^^ci-cer^^^r $ smxim-gv < tin* o -eta 

[0 0 16] 

J fctt«K^ JUWTK ftJWfXtt7 7tI^U rci-c 6 r;v^;v 

J tli, WiLtf^f^ x*-/K n-7ntf>K i-^n^V, n-T^K i 
s-:/^;K t-/f;K n-^>f;K n-^^y^tiOT 
^ftil^^mM : fi5:i~6^^T;v^;i/*«r^u> r^nCi-c 6 r;v^;vJ fc 

i^7^V>St*to rc 3 -C 6 v*n7;v*,>v] fctt, v^D7'nt:;K v 
[0 0 17] 

-0^>5t> ^'jvm, ^^v'V>m> ^n-7>m, -fv^nTVi, <f>K 
xyf, ^>V5i-^V-;v^ ^>v*f7v-^ ^yX^^^/-W 
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[0 0 18] 

x y^;v* h V * A * # *J ? A 4 * * /u-> * 

[0 0 19] 

^O— ^ (I) •e^$*La*>v*VT ^ KfMWfti* Z^M&^tP^ 1 ^XSi 
^M^^-^#-fi^Xfi^-a^=:*^^fi^t^>2«m±c7)^pl 

[0 0 2 0] 
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(I) 



A, Rl~R 4 > X, Y, n, mRVQ ttWBICH Co ) 
[0 0 2 1] 

*KJ6»J. Med. Che m. , J^0_, 9 8 2 (1 9 6 7) > WW 1 1- 
2 4 0 8 5 7-*&*U #W 2001-131141 *2M*K1Ani<Olj&Kfc^ 

5£ (III) -C^$ T S >m £ ttlfXttBWWIi^^T^ t < t±###T 
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19/ 



*)vt* vwmtu f7^;v7 5 mm (v-D ^nxiiiwtt 

, R^*«***1-7**T* mm (V-D «*©ff«TXIi# 
#&T\ »^Rt^^»«Off«T^«'frW&*^f v ^ (VI- 1) * 

v-f 5 W»»4: U i^fV^ (VI- 1) ***LXI±* 

(iv) ti$w^^77^^^Tr/it^$^-^ :i ^ 
^Jsino«tfe**^-f7^^T5 KBSH (v-i) *>**\ -*s5 (iv) -c** 
iioffttTWii^i^fcKJ:^ HKsS; (i) ■e»sw^*>Tn' 

[0 0 2 2] 

x> (II ) x^^y ^ ^mMimmh-m: (iv) -e*s*L&* 

KBBHkU i7^7UUI CV- 2) t*tLXtt*l*ftt, R 3 ** 
MC***"*-?**^ FM CV-2) «»©#«£TXtt*#ftT, 
»^Rl^«tti»»©^TK:»'frRJE&*trv^ H« (VI- 2) -e***t* 
-f v-f 5 KWMfri: U UK vf 5 HHW (VI- 2 ) t#tlXtt*i*tt 

in) ^$;fc&7S>*fc^***-fc"^ (i) 

7*;VT^ mm (V-2) Hfc* (HI) -C***l*75 V«fc«rtt* 

[0 0 2 3] 

1. -HW (ID — « (V-D XI4HW (V-2) 
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[0 0 2 4] 

f h 5 1 Kn 7 7 ^ItXfi^x-f^ ftfif;i,f© 
y^f;^;v*^yK, 1, 3-y^f^-2-^^v*';^y>f 

— *b£ (II) "7 ? J . Org. Chem. , H, 

129 (1987) , J. Am. Chem. S o c. , 11, 1 8 6 5 (1 9 2 
9 ) > RTfi J . Am. Chem. S o c . , 11, 1 5 4 2 (1 9 4 1) «KC 
*©^» £ i 0 SHtl" iiWii, 
[0 0 2 5] 

2. (v-i) XttHW (v-2) -—ft* (I) 
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>E> o 

mtfi&Tfchy 7;v*nim> ^nnM^r^ |6lUJ»* (2-* 
DD _ N ^^ey^9A3-VK) > DCC (1, 

cdi (*;v^;v^5r/-;v) > depc (vt;^ 

Vt^xf;l/) ^fcfl!^-*-* (V-l) (V 

[0 0 2 6] 

^ (v-i) Xi±-|W (V-2) ^*Li7^^75 YWm\Ztt\*X*Wft 
[0 0 2 7] 

3. (V-l) — (VI- 1) Xtt 

(V-2) — (VI- 2 ) 
*RJfctt. J. Med. Ch em. , JJL 9 8 2 (1 9 6 7) KKJft 
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[0 0 2 8] 

4. (VI- 1) Xi±-$b£ (VI- 2) — (I) 

[0 0 2 9] 

MT^W;v77^^vrryl (IV) WJx.tmT^I2I^i-^»fS^ 
Hb4] 



(A) . 



H-S-Z 



(L 2 ) 2 



mm) R 5 



/I— A— S— Z 



(w-i) 



(Vffl-L) 



\ 
J 

R 5 



, R1 
NH 

R 2 

(X) «v- P 

N-A-SQ 2 -L 2 ^ ' - n-A-SOj-N 




(vm-4) 



(E) 



%— A— 



•SO2H- 



(VB-4) 



(NH 2 OHhH 2 S0 4 
(XI) 



JM— A-S0 2 -NH2 
R 5 

(rv-2) 



R 3 — N — A-SO2" • - 
H V 



R 3 — N— A-SO2-NH2 
H 

(IV-3) 
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[0 0 3 0] 

(A) . -ft* (VII- 1) —Hfc*; (IV) 

— «^ (VII- 1) -e^^tt^T^ >mM>fc* J . Am. Chem. Soc. 
, _5_8., 1348 (1 9 3 6), J. Am. Chem. Soc. , _6_0_, 1 4 8 
6 (1 9 3 8) *fcWW>*ifefctt^ **-/l/«fcRj£3-«t:*£fcfc«fct>*- 
*7)I.Wr/»i» (VIII- 1) fcU «f*7A'Wr/i»*tfi 

*l&*;1/*~;Wn:M KSNN^ U iWV*~>W^ K»»fr* S y n t 
hesis, 1970, 545. J. Org. Chem. , 2JL, 6 6 7 (1 9 
5 6) #fc|B*W>#8;fcftv^ Hfc* (X) 1«S»i*T5>*fc»5S*ii 
(IV- 1) T^£*L&*;V*>'T^ -Klt*frkU »^^*>T 
^ KiNI^*#^^tt*«^*ff^ifcK:J:»), -tfc* (IV) "C***t4 

[0 0 3 1] 

(B) . -*5£ (VII- 2) — ft£ (IV) 

— (VII- 2) -C^$tL*^;V7'f KtWSynth. Commu 
n. , ^JL, 1321 (1997) > Synthesis, 1 9 8 3 , 2 5 2^ 
HfB^^&Ktfc^ ^;V7x>fx^7^if# (VIII- 2) fcU R**? 

xVli^ti^tfiUXttW^f LT, m*4M»RlS*^^ J. A 
m.Chem.Soc.,ii, 1 0 6 8 (1 9 2 3) *HfB«O^Httv^ 
/^jKfcBSWtkKJ:^ HBE* (IX) T^S*U>X;V*~;W^>f 
KIHWfcU ttT (1-D fcH*KbT-« (IV) ^W^77t 

[0 0 3 2] 

(C) . HR* (VII- 3) — -ft* (IV) 
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— (VII- 3) "?$LZfi&T$ J • Org. Chem. , _2_0. 

, 1 1 5 9 (1 9 5 5) *fcflBR*>#tfcfctt^ ~^-;Vf*£S (VIII- 3) 
fcU ^JV7V^n7-fKtSlt^iH:i^ (IX) 
^;v*^;WN7^f Ktf*frfcU BIT (1-1) kWWUb-C-jW (IV) ^ 

[0 0 3 3] 

(D) . Hfe* (VII- 4) *5* (iv) 

Hfc* (VII- 4) 1?*$WX^7x'/jMI»fti-«tt (X) -e^Sft&r 
= J. Am. Chem. S o c. , _5JZ_, 2 1 7 2 (1 9 3 5) 

. Chem. Lett, 1 9 7 6, 1 4 9 *KB*©#ife»cfifev^ -«5S (VII 
1-4) l^SW^xVTOI^kU R^^7x>r? K»*»* 
, J. Org. Chem. , 11, 2 3 5 7 (1 9 6 6) *fc|B*«>:frifc£fl£v> 
^ (iv-l) t?^$tL*^^*>T5 KH#frfcU BIT (1-D ^ 

*HK«K-r*ikKJ:«). HW; (IV) T&&tL&xfl'7T*:<<n>T$>mi 

[0 0 3 4] 

(E) . (VII- 4) — «s£ (IV- 3) 

HBSS (IV) U*«*L4^77 i E'fA'7 5VOH, Rl&tfRZtf***]^ 
t*4^77^*75> (IV- 3) I4HW (VII-4) ty***,***? 
^>Wfi%fatffi8LK. Kn^*>^7 5 > (XI) HSyathes i s, 19 8 
J5_, 1 0 3 2 fcWfcO^ttKttV*, -jW (IV- 2) T?***L**A'*:'T3 

Kn^tu bit (i-i) tmMKWL®m-tz>ztK£y). matt *ztip 

[0 0 3 5] 

Tnj Tsj r t J »±^— >^y-«r, r 

ij tt-f rcj {±i/^n*. rMeJ tt^f"^*^ rEtJ*±*f-^* 

fP rj ti^nfe? fB u J te^/v^, fP e nj 
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rHexj &^*is)v&z, rphj {±-7^-;v*«r> rP yJ 

rc*j »±^lfe***i-o 

(1-1) 



R 1 

/ 




[0 0 3 6] 
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No -A-SOjNR'R 2 


x„ 








3-1 


2-Me-4-CF(CF 3 > 2 


217-219 


JL ^xxxvxt? v-»xx2 kJ ^2 


3-1 


2-Me-4-CF(CF 3 ) 2 


186-188 


1 - 3 PHMp CH«SO oMMeo 

AO k>l A J.YXC v^x A20 2*^ - L * xt ' 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


122-125 


1-4 CHMpCHoSOoNHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


170-172 


1 -5 rHMpOHoSO«N(Me)Et 


3-1 


2-Me-4-CF(CF 3 ) 2 






3-1 


2-Me-4-CF(CF 3 ) 2 


116 




3-1 


2-Me-4-CF(CF 3 ) 2 


147-150 




3-1 


2-Me-4-CF(CF 3 ) 2 


204-206 


X «-/ V/ A X AVXC K-/A x 2 2 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-10 CHMeCH«SOnN(n-Pr)o 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-11 CHMeCHnSOoNft-Prto 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-12 CHMeCHoSOoNH-n-Bu 


3-1 


2-Me-4-CF(CF 3 ) 2 


178-181 


1-13 CHMeCHoSOoNH-s-Bu 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-14 CHMeCHoSOoNH-t-Bu 


3-1 


2-Me-4-CF(CF 3 ) 2 


195-197 


1-15 CHMe CHoSOoNH-i-Bu 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-16 CHMeCHoSOoNH-c-Bu 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-17 CHMeCH 2 S0 2 NH-c-Pen 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-18 CHMeCHnSOoNH-c-Hex 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-19 r/HMpCH«SO«NHCH«-e-Pr 

X X *V *w*X X1VXC Vl l2*>^ v A A \wVA A 2 V* X X 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-20 CHMeCH 2 S0 2 NHCH 2 CH=CH 2 


O T 

6-1 


Z-Me-4-tr (Or 3 ) 2 




1-21 CHMeCH 2 S0 2 NHCH 2 C=CH 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-22 CHMeCH 2 S0 2 NHCH 2 Ph 


3-1 


2-Me-4-CF(CF3) 2 




1-23 CHMeCH 2 S0 2 NHCH 2 -(2-Cl)Ph 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-24 CHMeCH 2 S0 2 NHCH 2 -(2-Me)Ph 


3-1 


2-Me-4-CF(CF 3 ) 2 




1-25 CHMeCH 2 S0 2 NHCH 2 -(4-Cl)Ph 


3-1 


2-Me-4-CF(CF3) 2 




1-26 CHMeCH 2 S0 2 NHCH 2 -(4-Me)Ph 


3-1 


2-Me-4-CF(CF 3 ) 2 
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[0 0 3 7] 

No -A-SOjNR'R 2 

1-27 CHMeCH 2 S0 2 NHCH 2 -2-Py 
1-28 CHMeCH 2 S0 2 NHCH 2 -3-Py 
1-29 CHMeCH 2 S0 2 N(CH2) 2 
1-30 CHMeCH 2 S0 2 N(CH2) 3 
1-31 CHMeCH 2 S0 2 N(CH 2 ) 4 
1-32 CHMeCH 2 S0 2 N(CH 2 ) 5 
1-33 CHMeCH 2 S0 2 N(CH 2 ) 6 
1-34 CHMeCH 2 S0 2 N(CH 2 CH 2 ) 2 0 
1-35 CHMeCH 2 S0 2 N(CH 2 CH 2 ) 2 S 
1-36 CHMeCH 2 S0 2 N(CH 2 CH 2 ) 2 NH 
1-37 CHMeCH 2 S0 2 N(CH 2 CH 2 ) 2 NMe 
1-38 CHMeCH 2 S0 2 NHCH 2 CF 3 
1-39 CHMeCH 2 S0 2 NHCH(Me)CF 3 
1-40 CHMeCH 2 S0 2 NHCH 2 CH=CCl 2 
1-41 CHMe CH 2 S0 2 NH(CH2) 2 OH 
1-42 CHMeCH 2 S0 2 NH(CH 2 ) 2 OMe 
1-43 CHMe CH 2 SO 2 NHCHMe CH 2 OMe 
1-44 CMe 2 CH 2 S0 2 NH(CH 2 ) 2 SMe 
1-45 CMe 2 CH 2 S0 2 NH(CH2) 2 SOMe 
1-46 CMe 2 CH 2 S0 2 NH(CH 2 ) 2 S0 2 Me 
1-47 CMe 2 CH 2 S0 2 NH(CH2) 2 NMe 2 
1-48 CHMeCH 2 S0 2 NHCHMeCH 2 SMe 
1-49 CHMeCH 2 S0 2 NCMe 2 CH 2 SMe 
1-50 CHMeCH 2 S0 2 NH(CH 2 ) 3 OMe 
1-51 CMe 2 CH 2 S0 2 NH(CH2) 3 SMe 
1-52 CMe 2 CH 2 S0 2 NH(CH2) 3 SOMe 







3-1 


2-Me-4-CF(CF^» 


3-1 




3-1 


2-Me-4-CF(CFq) 9 


3-1 


2-Me-4-CF(CF*) 9 


3-1 


2-Me-4-CF(CFa)o 


3-1 


2-Me-4-CF(CFA> 


3-1 


2-Me-4-CF(CFaV> 

itic ^ vi \va 3*2 


3-1 


2-Me-4-CF(T3FA J 

vivic t» vv x y vx 3/2 


3-1 


2-Me-4-CFCCFQ^o 


3-1 


2-Me-4-CF(CF,V, 

ivjlc ~ v>x \v* 3/2 


3-1 


2-Me-4-CF(CFo)o 


3-1 


2-Me-4-CFtCF,)o 


3-1 


2-Me-4-CF(CF*) 9 


3-1 


2-Me-4-CF(CFn)o 


3-1 


2-Me-4-CF(CF<,) 9 


3-1 


2-Me-4-CF(CF*V> 


3-1 


9-Mp-4-CFfCF^« 

^»-ivxc-** vjl 3/2 






Q T 


Z-Me-4-Ur (Or 3 ) 2 


3-1 


2-Me-4-CF(CF5) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 



204-207 



[0 0 3 8] 
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1*3] 



IN <J 




X 


Y 


1-53 


CMe 2 CH 2 S0 2 NH(CH 2 ) 3 S0 2 Me 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-54 


CHMeCH 2 S0 2 NHCH 2 CN 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-55 


CHMeCH 2 S0 2 NHCH 2 C0 2 Me 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-56 


CHMeCH 2 S0 2 NHCH 2 C0 2 Et 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-57 


CHMeCH 2 S0 2 NHCHMeC0 2 Me 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-58 


CHMeCH 2 S0 2 NHCH 2 CONEt 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-59 


CHMeCH 2 S0 2 NHPh 


3-1 


2-Me-4-CF(CF3) 2 


1-60 


CHMeCH 2 S0 2 NH-2-Py 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-61 


CHMeCH 2 S0 2 NH-3-Py 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-62 


CHMeCH 2 S0 2 NHC0 2 Et 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-63 


CHMeCH 2 S0 2 NHCOMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-64 


CHMe CH 2 S0 2 NHCOEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-65 


CHMeCH 2 S0 2 N(Me)COMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-66 


CHMeCH 2 S0 2 NHCOCF 3 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-67 


CHMeCH 2 S0 2 NHCOPh 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-68 


CHMeCH 2 S0 2 NHCO-2-Py 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-69 CHMeCH 2 S0 2 NHCO-3-Py 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-70 


CHMeCH 2 S0 2 NHCONMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-71 


CHMeCH 2 S0 2 NHCONHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-72 


CHMe CH 2 S0 2 NHCONEt 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-73 


CHMeCH 2 S0 2 NHS0 2 Me 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-74 


CHMe CH 2 S0 2 NHS0 2 Et 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-75 


CHMe CH 2 S0 2 NHS0 2 Ph 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-76 


CHMeCH 2 S0 2 NHOH 


3-1 


2-Me-4-CF(CF a ) 2 


1-77 


CHMe CH 2 S0 2 NHOMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-78 


CHMeCH 2 S0 2 NMeOMe 


3-1 


2-Me-4-CF(CF3) 2 



232-234 



[0 0 3 9] 
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m i *o»#) 



TSI r\ - A - S O NR l R 2 


X 


Y „ 

n 


1-79 CHMeCH 2 S0 2 NHNH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-80 CHMeCH 2 S0 2 NMeNH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-81 CHMeCH 2 S0 2 NMeNHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-82 CHMeCH 2 S0 2 NHNMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-83 CHMeCH 2 S0 2 NHNHPh 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-84 CHMeCH 2 S0 2 NHNHCOMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-85 CHMeCH 2 S0 2 NHNHCOPh 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-86 CHMeCH 2 S0 2 NHN=CMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-87 CHMeCH 2 S0 2 NHN=CHPh 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-88 CHMeCH 2 S0 2 NHN=C(Me)Ph 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-89 CHMeCH 2 S0 2 N=CHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 




3-1 

KM J. 


2-Me-4-CFCCFo , )o 


1-91 CHMeCH 2 S0 2 N=CH-i-Pr 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-92 CHMeCH 2 S0 2 N=CHPh 


3-1 


2-Me-4-CF(GF 3 ) 2 


1-93 CHMeCHoSOoN=CHNHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-94 CHMeCH 2 S0 2 N=CHNMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-95 CHMeCH 2 S0 2 N=CHNEt 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-96 C*HMeCH 2 S0 2 NH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


R-enantiomer 






1-97 C*HMeCH 2 S0 2 NH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


S-enantiomer 






1-98 C*HMe CH 2 S0 2 NHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


R-enantiomer 






1-99 C*HMeCH 2 S0 2 NHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


S-enantiomer 






1-100 C*HMeCH 2 S0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


R-enantiomer 






1-101 C*HMeCH 2 S0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


S-enantiomer 






1-102 C*HMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


R-enantiomer 







[0 0 4 0] 
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No -A-SOjNR'R 2 


x„ 




1-103 C*HMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


O'tJUaii tiuiiicr 






1-104 C*HMeCH 2 S0 2 NEt 2 


3-1 


2-Me-4-CF(CP 3 ) 2 


R-enantiomer 






1-105 C*HMeCH 2 S0 2 NEt 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


S-enantiomer 






1-106 CHMeS0 2 NH 2 


3-1 


TV K A /-1TT1 //"^T? \ 

2-Me-4-CF(CF 3 ) 2 


1-107 CHMeS0 2 NHMe 


3-1 


2-Me-4-CJp (UJ? 3 ) 2 


1-108 CHMeS0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-109 CHMeS0 2 NHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


i.i in PHM«sn NRt 

i-xiu v-*riivieow 2 iN c^l 2 


3-1 


2-Me-4-CF(CF,) 9 


1-111 CHMe(CH 2 ) 2 S0 2 NH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-112 CHMe(CH 2 ) 2 S0 2 NHMe 


o-l 


Z-Me-4-tx 1 ^L»r 3 } 2 


1-113 CHMe(CH 2 ) 2 S0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-114 CHMe(CH 2 ) 2 S0 2 NHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-1 AO OIllViev^"2/2*^^ - '2^ , *- , ''2 


3-1 


2-Me-4-CF(CF,"io 


1-116 C*HMe(CH*) 9 S0oNHo 


3-1 


2-Me-4-CF(CF 3 ) 2 


S-enantiomer 






1 11^? /"> 4- T TTk iT //ITT V /-\ VTTTH JT 

1-117 C HMe(CH2) 2 S0 2 NHMe 


o-l 


z-Me-4-Cr (L.* 3 ) 2 


S-enantiomer 






1-118 C*HMe(CH 2 ) 2 S0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 3 


• on a n "fri nm p r 






1-119 C*HMe(CH2) 2 S0 2 NHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


S-enantiomer 






1-120 C*HMe(CH2) 2 S0 2 NEt 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


S-enantiomer 






1-121 CHMe(CH 2 ) 3 S0 2 NH 2 


3-1 


2-Me-4-CF(CF s ) 2 


1-122 CHMe(CH2) 3 S0 2 NHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-123 CHMe(CH2) 3 S0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-124 CHMeCCH^gSOaNHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-125 CHMe(CH2) 3 S0 2 NEt 2 


3-1 


2-Me-4-CF(CF 3 ) 2 



[0 0 4 11 
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1*6] 



N o -A- S 0 2 N R K 


Y 

m 


Y 


1-126 CHMe(CH 2 ) 4 S0 2 NH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-127 CHMeCCH^SOaNHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-128 CHMe(CH 2 ) 4 S0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-129 CHMe(CH 2 ) 4 S0 2 NHEt 


3-1 


2-Me-4«CF(CF 3 ) 2 


1-130 CHMe(CH 2 ) 4 S0 2 NEt 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-131 CMe 2 CH 2 S0 2 NH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-132 CMe 2 CH 2 S0 2 NHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-133 CMe 2 CH 2 S0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-134 CMe 2 CH 2 S0 2 NHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-135 CMe 2 CH 2 S0 2 NEt 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-136 CMe 2 CH 2 S0 2 NHCH 2 CH=CH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-137 CMe 2 CH 2 S0 2 NHCH 2 C = CH 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-138 CMe 2 CH 2 S0 2 NHCH 2 Ph 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-139 CMe 2 CH 2 S0 2 NHPh 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-140 CMe 2 CH 2 S0 2 NH-2-Py 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-141 CMe 2 S0 2 NH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-142 CMe 2 S0 2 NHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-143 CMe 2 S0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-144 CMe 2 S0 2 NHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-145 CMe 2 S0 2 NEt 2 


3-1 


2-Me-4-or (Or 3 ) 2 


1-146 CMe 2 (CH 2 ) 2 S0 2 NH 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-147 CMe 2 (CH2) 2 S0 2 NHMe 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-148 CMe 2 (CH 2 ) 2 S0 2 NMe 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-149 CMe 2 (CH 2 ) 2 S0 2 NHEt 


3-1 


2-Me-4-CF(CF 3 ) 2 


1-150 CMe 2 (CH 2 ) 2 S0 2 NEt 2 


3-1 


2-Me-4-CF(CF 3 ) 2 




3-1 


2-Me-4-CF(CF 3 ) 2 
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No -A-SOjjNR'R 2 

1-152 CMe 2 (CH2) 3 S0 2 NHMe 
1-153 CMe 2 (CH 2 ) 3 SO a NMe 2 
1-154 CMe 2 (CH 2 ) 3 S0 2 NHEt 
1-155 CMe 2 (CH 2 ) 8 S0 2 NEt 2 
1-156 CMe 2 (CH 2 ) 4 S0 2 NH 2 
1-157 CMe 2 (CH 2 ) 4 S0 2 NHMe 
1-158 CMe 2 (CH2) 4 S0 2 NMe 2 
1-159 CMe 2 (CH2) 4 S0 2 NHEt 
1-160 CMe 2 (CH 2 ) 4 S0 2 NEt 2 
1-161 CHMe CH 2 SO z NHEt 
1-162 CHMeCH 2 S0 2 NHEt 
1-163 CHMeCH 2 S0 2 NHEt 
1-164 CHMe CH 2 S0 2 NHEt 
1-165 CHMeCH 2 S0 2 NHEt 
1-166 CHMeCH 2 S0 2 NHEt 
1-167 CHMeCH 2 S0 2 NHEt 
1-168 CHMeCH 2 S0 2 NHEt 
1-169 CHMeCH 2 SO,NHEt 
1-170 CHMeCH 2 S0 2 NHEt 
1-171 CHMeCH 2 S0 2 NHEt 
1-172 CHMeCH 2 S0 2 NHEt 
1-173 CHMeCH 2 S0 2 NHEt 
1-174 CHMeCH 2 S0 2 NHEt 
1-175 CHMe CH 2 S0 2 NHE t 
1-176 CHMeCH 2 S0 2 NHEt 
1-177 CHMeCH 2 S0 2 NHEt 



X m 


XT 

Y „ 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


3-1 


2-Me-4-CF(CF 3 ) 2 


H 


2-Me-4-CF(CF 3 ) 2 


3-F 


2-Me-4-CF(CF 3 ) 2 


3-C1 


2-Me-4-CF(CF s ) 2 


3-Br 


2-Me-4-CF(CF 3 ) 2 


3,4-Cl 2 


2-Me-4-CF(CF 3 ) 2 


3,4-Br 2 


2-Me-4-CF(CF 3 ) 2 


4-C1 


2-Me-4-CF(CF a ) 2 


4-Br 


2-Me-4-CF(CF 3 ) 2 


4-1 


2-Me-4-CF(CF 3 ) 2 


3-N0 2 


2-Me-4-CF(CF 3 ) 2 


3-NH 2 


2-Me-4-CF(CF 3 ) 2 



3-N(CH 3 ) 2 
3-NHC0CH 3 
3-NHCOCF 3 
3-NHS0 2 CH 3 
3-NHS0 2 CF 3 
3-CH 3 



2-Me-4-CF(CF 3 ) 2 
2-Me-4-CF(CF 3 ) 2 
2-Me-4-CF(CF 3 ) 2 
2-Me-4-CF(CF 3 ) 2 
2-Me-4-CF(CF 3 ) 2 
2-Me-4-CF(CF 3 ) 2 
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No -A-SOjNR'R' 






1-178 CHMeCH 2 S0 2 NHEt 


3-CF 3 


2-Me-4-CF(CF 3 ) 2 


1-179 CHMeCH 2 S0 2 NHEt 


3-OCH 3 


2-Me-4-CF(CF 3 ) 2 


1-180 CHMeCH 2 S0 2 NHEt 


3-OCF 3 


2-Me-4-CF(CF 3 ) 2 


1-181 CHMeCH 2 S0 2 NHEt 


3-OCOCH3 


2-Me-4-CF(CF 3 ) 2 


1-182 CHMeCH 2 S0 2 NHEt 


3-OCOCF3 


2-Me-4-CF(CF 3 ) 2 


1-183 CHMeCH 2 S0 2 NHEt 


3-SCH 3 


2-Me-4-CF(CF 3 ) 2 


1-184 CHMeCH 2 S0 2 NHEt 


3-SOCH3 


2-Me-4-CF(CF 3 ) 2 


1-185 CHMeCH 2 S0 2 NHEt 


3-S0 2 CH 3 


2-Me-4-CF(CF 3 ) 2 


1-186 CHMeCH 2 S0 2 NHEt 


3-SCF3 


2-Me-4-CF(CF 3 ) 2 


1-187 CHMeCH 2 S0 2 NHEt 


3-SOCF 3 


2-Me-4-CF(CF 3 ) 2 


1-188 CHMeCH 2 S0 2 NHEt 


3-S0 2 CF 3 


2-Mg-4-CF(CF 3 ) 2 


1-189 CHMeCH 2 S0 2 NHEt 


3-OS0 2 CH 3 


2-Me-4-CF(CF 3 ) 2 


1-190 CHMeCH 2 S0 2 NHEt 


3-OS0 2 CF 3 


2-Me-4-CF(CF 3 ) 2 


1-191 CHMeCH 2 S0 2 NHEt 


3-C=CH 


2-Me-4-CF(CF 3 ) 2 


1-192 CHMeCH 2 S0 2 NHEt 


3-C = CCF 3 


2-Me-4-CF(CF 3 ) 2 


1-193 CHMeCH 2 S0 2 NHEt 


3-CN 


2-Me-4-CF(CF 3 ) 2 


1-194 CHMeCH 2 S0 2 NHEt 


3-CHCHCHCH-4 


2-Me-4-CF(CF 3 ) 2 


1-195 CHMeCH 2 S0 2 NHEt 


3-OCF 2 0-4 


2-Me-4-CF(CF3) 2 


1-196 CHMeCH 2 S0 2 NHEt 


3-OCF 2 CF 2 0-4 


2-Me-4-CF(CF 3 ) 2 


1-197 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-F 


1-198 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-Cl 


1-199 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-Br 


1-200 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-I 


1-201 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-3-F-4-Cl 


1-202 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-3-Cl-4-F 


1-203 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-3,4-Cl 2 
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[*9] 



N o -A- o L) 2 JN *t K 


Y 


1 a 


1-204 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-3-Cl-4-Br 


1-205 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-3-Cl-4-I 


1-206 CHMeCH 2 S0 2 NHEt 


3-1 


2,4-Cl 2 


1-207 CHMeCH 2 S0 2 NHEt 


3-1 


2-Cl-4-Br 


1-208 CHMeCH 2 S0 2 NHEt 


3-1 


2-C1-4-I 


1-209 CHMeCH 2 S0 2 NHEt 


3-1 


2,4-Br 2 


1-210 CHMeCH 2 S0 2 NHEt 


3-1 


2-Br-4-I 


1-211 CHMe CH 2 S0 2 NHEt 


3-1 


2,3,4-Cl 3 


1-212 CHMe CH 2 S 0 2 NHEt 


3-1 


2,3-Cl 2 -4-F 


1-213 CHMeCH 2 S0 2 NHEt 


3-1 


2,3-Cl 2 -4-Br 


1-214 CHMe CH 2 S0 2 NHEt 


3-1 


2,3-Cl 2 -4-I 


1-215 CHMe CH 2 S0 2 NHEt 


3-1 


2,4-Cl 2 -3-Br 


1-216 CHMeCH 2 S0 2 NHEt 


3-1 


2,4-Cl 2 -3-F 


1-217 CHMe CH 2 S0 2 NHEt 


3-1 


2-Me-4-OCHF 2 


1-218 CHMe CH 2 S0 2 NHEt 


3-1 


2-Me-4-OCF 3 


1-219 CHMe CH 2 S0 2 NHEt 


3-1 


2-Me-4-OCF 2 CF 3 


1-220 CHMe CH 2 S0 2 NHEt 


3-1 


2-Me-4-OCF 2 CHF 2 


1-221 CHMe CH 2 S0 2 NHEt 


3-1 


2-Me-4-OCF 2 CHFCF 3 


1-222 CHMe CH 2 S0 2 NHEt 


3-1 


2-Me-4-OCF 2 CHFOCF 3 


1-223 CHMe CH 2 S0 2 NHEt 


3-1 


2-Me-4-OCF 2 CHFOC 3 F 7 -n 


1-224 CHMe CH 2 S0 2 NHEt 


3-1 


2-Cl-4-OCHF 2 


1-225 CHMeCH 2 S0 2 NHEt 


3-1 


2-Cl-4-OCF 3 


1-226 CHMeCH 2 S0 2 NHEt 


3-1 


2-Cl-4-OCF 2 CF 3 


1-227 CHMeCH 2 S0 2 NHEt 


3-1 


2-Cl-4-OCF 2 CHF 2 


1-228 CHMeCH 2 S0 2 NHEt 


3-1 


2-Cl-4-OCF 2 CHFCF 3 


1-229 CHMeCH 2 S0 2 NHEt 


3-1 


2-Cl-4-OCF 2 CHFOCF 3 



[0 0 4 5] 
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[*1 0] 

No -A-SOjNR'R 2 

1-230 CHMeCH 2 S0 2 NHEt 
1-231 CHMeCH 2 S0 2 NHEt 
1-232 CHMeCH 2 S0 2 NHEt 
1-233 CHMeCH 2 S0 2 NHEt 
1-234 CHMeCH 2 S0 2 NHEt 
1-235 CHMeCH 2 S0 2 NHEt 
1-246 CHMeCH 2 S0 2 NHEt 
1-247 CHMeCH 2 S0 2 NHEt 
1-248 CHMeCH 2 S0 2 NHEt 
1-249 CHMeCH 2 S0 2 NHEt 
1-250 CHMeCH 2 S0 2 NHEt 
1-251 CHMeCH 2 S0 2 NHEt 
1-252 CHMeCH 2 S0 2 NHEt 
1-253 CHMeCH 2 S0 2 NHEt 
1-254 CHMeCH 2 S0 2 NHEt 
1-255 CHMeCH 2 S0 2 NHEt 
1-256 CHMeCH 2 S0 2 NHEt 
1-257 CHMeCH 2 S0 2 NHEt 
1-258 CHMeCH 2 S0 2 NHEt 
1-259 CHMeCH 2 S0 2 NHEt 
1-260 CHMeCH 2 S0 2 NHEt 
1-261 CHMeCH 2 S0 2 NHEt 
1-262 CHMeCH 2 S0 2 NHEt 
1-263 CHMeCH 2 S0 2 NHEt 
1-264 CHMeCH 2 S0 2 NHEt 
1-265 CHMeCH 2 S0 2 NHEt 



#j"t4 



3-1 2-Cl-4-OCF 2 CHFOC 3 F 7 -n 

3-1 2,3-Cl 2 -4-OCF 3 

3-1 2,3-Cl 2 -4-OCF 2 CHF 2 

3-1 2,3-Cl 2 -4-OCF 2 CHFCF 3 

3-1 2,3-Cl 2 -4-OCF 2 CHFOCF 3 

3-1 2,3-Cl 2 -4-OCF 2 CHFOC 3 F,-n 

3-1 4-CF 2 CF 2 CF 3 

3-1 4-CF(CF 3 ) 2 

3-1 2-Me-4-CF 3 

3-1 2-Me-4-CF 2 CF 3 

3-1 2-Me-4-CF 2 CF 2 CF 3 

3-1 2-Cl-4-CF 3 

3-1 2-F-4-CF 2 CF 3 

3-1 2-Cl-4-CF 2 CF 3 

3-1 2-Cl-4-CF 2 CF 2 CF 3 

3-1 2-F-4-CF(CF 3 ) 2 

3-1 2-Cl-4-CF(CF 3 ) 2 

3-1 2-Br-4-CF(CF 3 ) 2 

3-1 2-1-4 -CFCCF^ 

3-1 2-Et-4-CF(CF 3 ) 2 

3-1 2-n-Pr-4-CF(CF 3 ) 2 

3-1 2-i-Pr-4-CF(CF 3 ) 2 

3-1 2-t-Bu-4-CF(CF 3 ) 2 

3-1 2-Ph-4-CF(CF 3 ) 2 

3-1 2-CH 2 OH-4-CF(CF 3 ) 2 

3-1 2-CH 2 OMe-4-CF(CF 3 ) 2 
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[*1 1] 



No -A-SOjNR'R 2 


X m 






1-266 CHMeCH 2 S0 2 NHEt 


3-1 


2-OMe-4-CF(CF 3 ) 2 




1-267 CHMeCH 2 S0 2 NHEt 


3:1 


2-SMe-4-CF(CF 3 ) 2 




1-268 CHMeCH 2 S0 2 NHEt 


3-1 


2-N(Me) 2 -4-CF(CF 3 ) 2 




1-269 CHMeCH 2 S0 2 NHEt 


3-1 


2-N0 2 -4-CF(CF 3 ) 2 




1-270 CHMeCH 2 S0 2 NHEt 


3-1 


2-CF 3 -4-CF(CF 3 ) 2 




1-271 CHMeCH 2 S0 2 NHEt 


3-1 


2-CHO-4-CF(CF 3 ) 2 




1-272 CHMeCH 2 S0 2 NHEt 


3-1 


2-CN-4-CF(CF3) 2 




1-273 CHMeCH 2 S0 2 NHEt 


3-1 


2-COMe-4-CF(CF 3 ) 2 




1-274 CHMeCH 2 S0 2 NHEt 


3-1 


2,3-(Me) 2 -4-CF(CF 3 ) 2 




1-275 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-3-F-4-CF(CF 3 ) 2 




1-276 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-3-Cl-4-CF(CF 3 ) 2 




1-277 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-3-OH-4-CF(CF 3 ) 2 




1-278 CHMeCH 2 S0 2 NHEt . 


3-1 


2-Me-3-OMe-4-CF(CF3) 2 




1-279 CHMe CH 2 S 0 2 NHEt 


3-1 


2-Me-5-F-4-CF(CF 3 ) 2 




1-280 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-5-Cl-4-CF(CF 3 ) 2 




1-281 CHMeCH 2 S0 2 NH 2 


3-1 


2-Me-4-CH(CF 3 ) 2 


214-216 


1-282 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-CH(CF 3 ) 2 


232-234 


1-283 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-C(OH)(CF 3 ) 2 




1-284 CHMe CH 2 S 0 2 NHEt 


3-1 


2-Me-4-C(OMe)(CF 3 ) 2 




1-285 CHMe CH 2 S0 2 NHEt 


3-1 


2-Me-4-C(OEt)(CF3) 2 




1-286 CHMeCH 2 S0 2 NHEt 


3-1 


2-OCF 3 0-3-4-CF(CF 3 ) 2 




1-287 CHMeCH 2 S0 2 NHEt 


3-1 


2-OCH 2 0-3-4-CF(CF 3 ) 2 




1-288 CHMeCH 2 S0 2 NHEt 


3-1 


2-(CH 2 ) 3 -3-4-CF(CF 3 ) 2 




1-289 CHMeCH 2 S0 2 NHEt 


3-1 


2-(CH 2 ) 4 -3-4-CF(CF 3 ) 2 




1-290 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-CF(CF 3 )CF 2 CF 3 
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HttS; (1-2) 
[*1 2] 



^ 1 




Q AS0 2 -N 
H R 



(1-2) 













No -A- S 0 2 N R 1 R 2 




* n 


fife&'C 


2-1 CHMe CH 2 S0 2 NHEt 


3-1 


4-CF(CF 3 ) 2 




2-2 CHMeCH 2 S0 2 NH 2 


3-1 


2-Me-4-CF(CF 3 )2 




2-3 CHMeCH 2 S0 2 NHMe 


3-1 


O A/To A.PT?i / P 1 "C 1 „ , \« 




2-4 CHMeCH 2 S0 2 NMe 2 


q.T 
O-l 


2-Me-4-CF(CF 3 ) 2 




2-D OriMeOrl 2 oVJ 2 lNrill«t 


3-1 


2-Me-4-CF(CF 3 ) 2 




2-6 CHMeCHoSO^NEto 


3-1 


2-Me-4-CF(CF a ) 2 




2-7 CHMeCH 2 S0 2 NHEt 


3-1 


2-Cl-4-CF(CF 8 ) 2 




2-8 CHMeCH 2 S0 2 NHEt 


3-1 


2-OMe-4-CF(CF 3 ) 2 




2-9 CHMeCH 2 S0 2 NHEt 


3-1 


2-SMe-4-CF(CF s ) 2 




2-10 CHMeCH 2 S0 2 NHEt 


3-1 


2-SOMe-4-CF(CF 3 ) 2 




2-11 CHMeCH 2 S0 2 NHEt 


3-1 


2-S0 2 Me-4-CF(CF 3 ) 2 




2-12 CHMeCH 2 S0 2 NHEt 


3-1 


2-Et-4-CF(CF 3 ) 2 




2-13 CHMeCH 2 S0 2 NHEt 


3-1 


2-n-Pr-4-CF(CF 3 ) 2 




2-14 CHMeCH 2 S0 2 NHEt • 


3-1 


4-CH(CF 3 ) 2 




2-15 CHMeCH 2 S0 2 NHEt 


3-1 


2-Me-4-CH(CFs) 2 


7**77* 


2-16 CHMeCH 2 S0 2 NHEt 


3-1 


2-Cl-4-CH(CF 3 ) 2 




2-17 CHMe CH 2 S 0 2 NHEt 


3-1 


2-OMe-4-CH(CF 3 ) 2 




2-18 CHMeCH 2 S0 2 NHEt 


3-1 


2-SMe-4-CH(CF 3 ) 2 




2-19 CHMeCH 2 S0 2 NHEt 


3-1 • 


2-SOMe-4-CH(CF 3 ) 2 





[0 0 4 8] 
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[*1 3] 



N o 


-A-S0 2 NR'R J 








2-20 


CHMe CH 2 S0 2 NHEt 


3-1 


2-S0 2 Me-4-CH(CP 3 ) 2 




2-21 


CHMe CH 2 S0 2 NHEt 


3-1 


2-Et-4-CH(CF a ) a 




2-22 


CHMeCH 2 S0 2 NHEt 


3-1 


2-n-Pr-4-CH(CF 3 ) 2 





[0 0 4 9] 



»1 4] 



I&33S 



No. 


*H — NMR[CDCl 3 (or DMSO- d e )/TMS, 6 flt(ppm)J 


1-131 
(DMSO- d 6 ) 


1.49(s,6H),2.35(s,3H),3.65(s,2H),6.91(br,2H), 
7.25(m,lH),7.51(d,lH),7.52(s,lH),7.70(d,lH) > 
7.78(d,lH),7.99(d,lH) > 8.29(s,lH),9.87(br,lH) 


1-211 
(DMSO- d 6 ) 


1.00(t,3H) ? 1.28(d,3H) > 2.84(m,4H),4.27(m,lH) ) 

7.14(br,lH),7.28(m,lH),7.67(m ) 3H),8.03(d,lH), 

8.52(d,lH),l0.14(br,lH) 


2-5 
(CDCI3) 


1.05(t,3H),1.47(d,3H),2.59(s,3H),3.05(m,2H) > 

3.25(d,2H),4.50(m,lH),5.05(br, lH),6.65(br, 1H), 
7.25(m,lH),7.45(d,lH),7.73(d,lH),7.97(d,lH) 

8.33(d,lH),8.63(br,lH) 


2-15 
(CDClg) 


1.01(t,3H),1.46(d,3H),2.55(s,3H),3.03(m,2H), 
3.24(d,2H),4.40(m,2H),5. 10(br, lH),6.65(br, 1H), 
7.25(m,2H),7.71(d,lH),7.93(d > lH),8.14(d,lH), 
' 8.74(br,lH) 


[0 0 5 01 



mm i . 

N 2 - (2-xf;^;i/7 7 ; 6'f^-l->f^if^) -3-3-K-Nl- 
| 2 4 - [1,2,2,2-7^77^0-1- (HJ ^l^tM^- 
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)v) 7*;vts K (Ib^t/No. 1-4) 

(1-1) . 2 /7 p n;V-;V2 2. 5 3 g (3 0 Ommo 1 ) *f h 

7fcKn77> (5 0 0ml) »U«T, 

3 o % h ;vx>i| 15 5. 1 g ( 3 0 0 mm o 1 ) . b'jxf ;VT^>3 6. 4 
3 g (3 6 Ommo 1) W7^7tKn7 7>«M, &9>o< >9 fciTFLrt: 

4 9 . 8 g (MM 7 9 %) #fc 0 
[0 0 5 1] 

(1-2) . (2-tKn^'>-i-^f;vxf^) *;w^vsi^>^;v4 
6.5g (222mmol) , h'jxffl/75>2 6.96g (266mmol) 
tff?i:KD79V (4 0 0ml) fc**U Ot^^^*iHny 
K2 7. 9 6 g (244mmol) Of h 9 Kn 7 9 >*«C**9»o < 0 £$iT 

tfco mat? 5 mmmm> m u^/o <; xf^r * >*rtM***i£ai» 

9. 5 g (JR*7 8%) ntzo 
[0 0 5 2] 

(1-3) . 2- (^>^Vi^^*^^T^) "/a 

t>3 4. 9 g (1 2 Ommo 1) Sr^^y-^ (12 0ml) K»;frU 
yyu-fr&l 4.4 2 g (1 2 Ommo 1) fct >'J 7Ax>^VK (120 

mmo i) <d^? ; -)^m*bmimmLtz3-*7-}-*mT^tzo ma-e3 
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>:ftHif^=4 : 1) -eiffiiLt> 2- (^vW#->*^^7 5; 

) 7"n e;v^^S^m^ 3 4 . 5 g (iRsg 9 2 %) #fc 0 
[0 0 5 3] 

(1-4) . 2- (^^yw^y*^^^7^) ^nf;vftilll3 
4. 5 g (11 Ommo 1) imk^^ (1 5 0ml) fc«F*U Ott^^ 
* u n^m#m 2 3. 9 g ( 1 1 0 mm o 1 ) <DWfWL^^^ (50ml) 

: l) -e2IIMlt, 2- (^y^;vt^y*^f-^T^) ^nt°;v^;^ 
7 ^ - Jl/Mtfr 3 0 . 3 8 g (JR^ 8 4 %) #fc 0 
[0 0 5 4] 

(1-5) . 2- (^v^t^ry*M-^7 5y) ^nif^;l/7^iV 
Ml 3 0.38g (93mmol) ^^/-^(3 0 0ml) fcJgfcS^ 3 
H,f 19.04g (75mmol) £3jnx.> ««T 5 WplBRJCB**/io RSm#. 

o 

nb°;l/] ^;V7^ K (29mmo U lH-NMRl*ifcj: W#) 

(15 0ml) l*!R«$^ N-7*n^a^^f/f U'15.66g (88m • 

mo i) *4*fotn*.;fco gat? 3 israRjsgu *&fnmw*.*:mw*inx.-a& 
jam, 7KT3 0, «Bijctt*T?«^*^ ^xmm^b'^^^^^^o 

.x^-;V=2 : 1) tif LT> 2- (^t>^;V^4rv'*^ J ^— ^7 $ J ) 7°n;N* 
y _ J _^ ;V7 ^ 1 6 . 0 g (JR^6 0%) #7^ 0 

[0 0 5 5] 

ffiiE# 2003-3081181 



^12 0 0 2- 2 4 5 2 6 4 ^) * 41/ 



(1-6) . 2- (^>y>t^y*^-^T5;) ^n/tv-i-^^ 
^>t^2.2 g (7.4mmol) (7ml) fc»#U tK^ 

Tl 0%7m.iti-y } )^&7kmm3. 2 g (8mmol) £*9>o < 0 fc?!TL£ 

fcffil§ B H 0 ^^ :Sfcm-*-^=4 : 1) -e2E]^LT> 2- 

^**v#;i^-;VT^ y) ^n/r/-i-^;V7r/|l«:1.7 3g (JR^ 

9 1 %) #£ 0 

[0 0 5 6] 

( 1 - 7 ) . j£S&# 'J7A0.52g (3.8 mm o 1 ) &7fc (1 0ml) \Z& 
j&*U 2- (^>y;vt^y/!/^#-^7^) 7n^>- i -x;V7 >^ 1 
.73g (6.7mmo 1) ^tJHx^ *fl.07g (6.7mmo 1) ZffiT 

tz) o ifit3 0^«m »**aaiu TK-e^L-c, 2- (-^v;v* 
^y*;^-;V75y) l -^;v*-;v7a ^ Kfc 2 . 3 0 g (th* 

[0 0 5 7] 

(1-8) . 7 0%^;VT^ >7Xv#?S (1 0m 1) K 7 K^T\ 2- (^>v 
)Vir^ s ylJ)Vi^~)vr^y) 7 ? n;r/-l-x;wt-;v7o^K1.44g (3. 
3 mm o l ) (Dtb7tFn77 (5ml) &?iT Lfco W&K 1 

xm&. m^mmi- v v v j*x"&mi>tz 0 ii*^*Lt#^isoN-if;v 

- 2 - (^>y;v*^>#;w-K-;vr^ /) yn^v- l -*;v*>T$ K£-€- 
[0 0 5 8] 

(1-9) . 1 0%P d-C 0. 0 7 g tr;v^>e^L7^]!jnJ±7l<:^ffl^b^ 
KAtU (1 0ml) ^-^^inx.-rMvi$^r/^ (1-8) 

^;fS(ON-if^-2- (^v^vt^y^^f-^T^) ^d^v-i- 
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^ ^-v! 42/ 



^H'/TUW/-^ (2 0ml) SriDxT. jJDffiT (7XStffi4Kg 
/cm2) 10B»WJWB**fc «&i-*-«fb#t««>*ffi*Tlf»fe* 

I$«Etilt#» H ^?II 2 : D -C2E« 

^•LT> /7°n/N°>- 1-X;V*>7 5 K&0. 2 7 g I 

MX^5 0%} %tZo 
[0 0 5 9] 

(1-10) . 3-3- Ym&7*n'WL5. 5g (20mmol) &T-th- 
(100ml) fc»*U 2-^^;V-4- [1,2,2,2-7^7^ 
J _ (Hj 7 ;i/tn^f;v) -x-^/KI 7-V >5. 5 g (2 Ommo 1) 

(2 0ml) &*9>o < *) bffiTLtio Sfi"? 3 BSMHJSK^ 
, MJ±TKT^h~hy^2/3S£^*U tftti Lfc*£S£«i§, T-th- 
hU^-ett^U 6-3-F-N- |2-^;V-4- [1,2,2,2-fb? 

. 6 g 013^5 1%) #fco 
[0 0 6 0] 

(1-11) . 6-3- K-N- 12-^^-4- [l,2,2,2-f>9 
-7;i/*n-i- (f'j7Wu^f^) -7^~;v} 7^V7U15. 

4 7g (lOmmol) ^W-^'J-W^-^ (6 0ml) 

3»7kb y -7;V^n^m3. 1 5 g (1 5mmo 1) ^fA'^-'>t 1 J 

if;v=4 : 1) -C2@tti^UT, 1, 3-vt KU-7-3-K-3- |2- 
^ ;V _ 4 _ [i, 2) 2,2-Th77W-l- (h'J7;vtn>f;v) x. 
f-;V] -2-^/77>-l-t>^5.0g (1R^94% 

) 

(1-12) . 1, 3-vt Kn-7-3- K-3- \2-*T)V-4- [1 
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,2,2, 2-7>77;vtn-i- (h; ?;v*nMf ;v) a.^-;v] -7^~;W 
= y} _2- / <>V'77>'-l-t>0.42g (0.8mmol) £T-bh— b 
ij^(lOml) KifrfrU (1-9) ■e#^N-Jc.^-^-2--T5y^n^>' 
-l-^;V*>7 5K0.13g (0.8mmol) &Jn*^ ^fit? 1 0 B#fflR&£ 

it 03-9- > : s^x-f ;v= 4 : D -ejEfcftifrU n 2 - (2 -xv^ ;v*;v7 
r^e>f ^- l -*f-;wcf;v) -3-3- K-Ni- |2 - 4 - [1,2 

, 2, 2-rb77;vtn-i - (h'j7;vtn^f ;v) x^;v] 7* 
;VTU^0.45g (JR2£8 1 %) 
M jft : 1 7 0 ~ 1 7 2 °C 
[0 0 6 1] 
ftififfl 2 . 

3 _ 3 _ K-Nl- l2-^f-;V-4- [1,2,2,2-f h77JVtn-l- 
(fj7^n^f;v) x.^;i/] — N 2 — (2-^^77^^^-!, 

! 7 ^;v75 K (MWo. 1-13 1 ) <Z>»36 

(2-1) . 1,1 -i?*m'-2- (^f;Vf^) xf;V7^2 3.8 6 g 
(2 0 0 mm ol) tf h9tKn79> (300ml) U 7K<$T\ * 

;^>y^v7n'J K<7>3 0 % h^x.^^ 1 0 3. 4 g (2 0 Ommo 1) 
> i; j^;V7 * > 2 4 . 2 9 g (24 Ommo 1 ) Of V 7t Kn7 7>i$ 

^WA^A^nvf^?^- (^^mj-> :l^m^f ^=4 : i) t?»sa 
L,-^ i, l -*J**f- ;v-2- (^f;vf*) xf^*Mr/S^>^4 3 

6. 3 5 g mm7 2%) 
[0 0 6 2] 

(2-2) . 1, l -V*?- )V-2- Vf-fr*-*) xf;v^;w^ y^> 
^V4 5.4g ( 1 7 9 mm o 1 ) O^tM * ^ * ^ -■ft' 1 50m 

UC7K5.22g (2 9 Ommo 1) tftllfc*©) t«L^^f>N-7n*n 
✓^B^f U*3 3. 4 6 g (18 8 mm o 1) fc^iT^rax-fco Mrm^^ 
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«fc**jniu ftm^^3iattffiu 7fc*e3ia, iwD*ji*-eiia«fe*u 

2 _ (>f;VA;V7^^) j.^;v#;w^ >^>^;V£&7Kffc$ (15 0m 

S*U m^os^m [2- K/W*^*^-^7^) _ 2 -^f-;V7° 
ntf;v] ***f-/u«^rr*3M«»fco toJWt^^^-^ (3 0 0ml 
) }C&4*U 3>)il 9. 5 4 g (7 7mmo 1) £#nx.> 3RflET 5I$WI&&£ 

yy74- :ft*^^=4 : l) -cffimL-c, [2- (^>v 

(1R*P2 3%) #£o 
[0 0 6 3] 

(2-3) . fcf* [2- (^'✓m*'>*^^T§>') 
ntf;V] v*;V7 4 KlO.Og (2 lmmo I) ^^^"^ (15 0ml) 
fc»*U N-W3^K^5K11.2 1g (6 3mmol) £^L£>6 S 

3 0> ft»Att*T?liaft*U ^W^by^A-CieJiLfc. »**fl*L 
TftfcSSaE* y'JAW*7A^n-7>^7>f- (^^ > : WW*-*" 
2 : 1) T?flMftL"C, 2- (^>^vt^y*^^^T5;) -2-^^^^ 
n/>?>- i -7.)vy-i y^xf;^ l o. 4 5 g (HW8 3%) Wfco 
[0 0 6 4] 

(2-4) 2- (^^^;V^-dr->?t7;V^;VT^y) -2-^^-^7 P n^> 
- l-^;V7^ vixf;V0. 6 0 g (2 mm o 1) fc-x.^— JV (1 0ml) 
K»*U *»T1 0%*tfttH^A*iS*0. 9 g (2.2mmol) *® 
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o< *) fclTUo SiTC 1 WHBRJSflU ^^y-^SrS^U (1 0 

ml), ftStf'^AO. 1 8 g (2. 2mmo 1) . «li Kn^->;V7ry 
0 . 2 5 g ( 2 . 2 mm o 1 ) *JlliU 1 ttHKJS**fc. 

^ 7 = y) -2-^f^n;r/-i-^;v^>rU'0.4 9g 0W8 

6%) **<DZt *<DRJSfcffiv»;fco 
[0 0 6 5] 

(2-5). 10%Pd-C 0. 2 0 g*T^=fViitftUfcl«Iffi**ffl^> 
/UfcAWM (5ml) *^fc*n*.-CWi3*fc*L (2-4) t#/; 2 - ( 

( i o m l ) *jbnx.-c. Sheet Ctefcffi 4Kg/cm2) 10 n#raR 

L/C) o RJ&?#i££-fe^ b?S3&> S-frfflfr^ MU^BMBLtzmM 
(M<7)2 - 7^/ - 2 - ^f ;^n;r/- 1 - 7JV*>7 5 

[0 0 6 6] 

(2-6) . 1, 3-vt Kn-7-3- K-3- |2-^f-;v-4- [1, 
2, 2, 2-fh77^n-i - (b'j7;vin^f^) 7x^H5 
y j -2-^^/77>-l-t>0.8g (1.5mmol) £T-feh — h V ^ 

(10ml) fc**U (2-5) T^#7^TO<7)2-T^y-2-^^^-7°n^° 
^^'✓75 KffWL&tfh 'JiW5 ^0. 1 7 g (1.7mmol) ^rtin 

^a7f^7-f - (^-^^ :ftBR^^= l : D *e*t^^"^> 3 — 3 — K 
-Nl- {2-^^^-4- [l,2,2,2-f>97^tn-l- (HJ7;Vt 
n^;v) x^>H -n2- (2-^77^^-1,1-^^ 

if^) 7^V7n^7W77stlT0.05g (JR^9%) fc/to 
1H-NMR [DMS0- d6/TMS, <H!(ppm)] 

1. 49 (s, 6H) , 2. 35 (s, 3H) , 3. 65 (s, 2H) , 6. 91 (br, 2H) , 7. 25 (m, 1H) , 7. 51 (d, 1H) , 
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7. 52 (s, 1H) , 7. 70 (d, 1H) , 7. 78 (d, 1H) , 7. 99 (d, 1H) , 8. 29 (s, 1H) , 9. 87 (br , 1H) 
[0 0 6 7] 

-f:J3*)> ^!lx.^V >3*rJ# fr^Z/s^^c (Adoxophyes orana fasciata) ^ ^--Y 
/ nft^W^* (Adoxophyes sp.) > 'JV^-»M (Grapholita inopi 
nata) ^ ^">H^v>^-f (Grapholita molesta) . v^v>^7? (Legumini 
vora glycinivorella) > *7/v^* (Olethreutes mori) f^^*Vf (Calop 
t i l ia thevivora) . V > 3** V # (Calopt ilia zachrysa) . * > * > * V 2f ( 
Phyllonorycter ringoniella) . + s s*Vff (Spulerrina astaurota) , 
n^3-7 (Piers rapae crucivora) > (Heliothis sp.) . 3 K 

WIT (Laspey resia pomonella) . ^i~ff (Plutella xylostella) . y>3* 
fc^i'^'f (Argyresthia conjugella) N **is>94ir (Carposina nipone 
nsis) > -Umif (Chilo suppressalis) . 3"/ V * 4 1f (Cnaphalocrocis m 
edinalis) > *f-*r~? * 4 1f (Ephestia elutella) > * V J * -f if (Glyphod 
espyloalis) , 4 1f (Scirpophaga incertulas) . -f *-*>5Mr«te V 

(Parnara guttata) „ 77 3 (Pseudaletia separata) > 4 * 3 h 7 (Ses 
amia inferens) > ^>3Ff (Spodoptera litura) . ->n^f^3hf 
(Spodoptera exigua) 
[0 0 6 8] 

7 ^V33 /<>f (Macrosteles f ascif rons) ^ 3 /*>f (Nephotett i 

x cincticeps) > h^n>)>* (Nilaparvata lugens) ^ -fe^n^V* (Soga 
tella furcifera) . 5*^7? (Diaphorina citri) , 7* K7 ^T^v^ < 
(Aleurolobus taonabae) > ^;<33t^5 (Bemisia tabaci) , *V~>7=i 
(Trialeurodes vaporariorum) > -t/>f a^T^AV (Lipaphis 
erysimi) . ^7*T7*7Ay (Myzus persicae) > 7/n-)Ay (Ceroplast 
es ceriferus) , 9 U 4 If? J**' (Pulvinaria aurantii) > ^ # >v 
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M-f^Ay (Pseudaonidia duplex) . tv^^^Av (Comstockasp 
is perniciosa) > ^/^*^**7^v (Unaspis yanonensis) #?>-¥-M#& 
, ^^V-feVf-A^ (Pratylenchus sp.) . KJ^Jf* (Anomala rufocuprea 
) , -?*xjf^ (Popillia japonica) > (Lasioderma serric 

orne) . H^^^r^^Av (Lyctus brunneus) > ^ya^t^yf^/h') (Epi 
lachna vigintiotopunctata) , TX^^Ay (Callosobruchus chinensis) 
% ^/f^Ay (Listroderes costirostris) ^ rr^V*^Av (Sitophilus z 
eamais) 7 * ^ V»7 A v (Anthonomus grandis grandis) > <i ^ 5 XV A v 
(Lissorhoptrus oryzophilus) > ^'J^^y (Aulacophora femoral is) . 4 ^ 
Knt^y (Oulema oryzae) . ^yV^My (Phyllotreta striolata) 
„ 77/^^^fAy (Tomicus piniperda) , n n ^ K XT h Vf - h ;V (Lept ino 
tarsa deceml ineata) . * * *s Jl > V- > ^ - h )V (Epi lachna var ivest is) . 
rJ-V^- h *7-&m. (Diabrotica sp.) ^EP&gWSU 
[0 0 6 9] 

W^six. (Dacus (Zeugodacus) cucurbitae) ^ ^ # > 3 5 ^J- (Dacus (Bact 
rocera) dorsal is) , >f*^*^y/<x. (Agromyza oryzae) > (D 
elia antiqua) > * *^x. (Delia platura) > ^Xt^^v^x (Asphondyl 
ia sp.) . (Musca domestica) ^ TiiA^iJ (Culex pipiens pipiens 

) ^C9$J1@#5U 5 ^ ^ytl/-byf (Pratylenchus coffeae) > S** 
^^y^F-byf^^ (Globodera rostochiensis) . ^ 3 "7*^ > ^ * * (Mel 
oidogyne sp.) n a-t> (Tylenchulus semipenetrans) . — -tr^ 

^■9- V-b^^-j.^ (Aphelenchus avenae) > A^V-bVfaf (Aphelenchoides 

ritzemabosi) f^'J-b>f i^SfA, SfcW^- (Panonychus citri) 
> ijynV^— (Panonychus ulmi ) > (Tetranychus cinnabar 

inus) > ijy^V s^V— (Tetranychus kanzawai Kishida) -j-*'^?— (Tetr 
anychus urticae Koch) . f- ■* 7 tflJ- (Acaphylla theae) , ^ iJ >U" 
(Aculops pelekassi ) > *-*J*t-\£?=- (Calacarus carinatus ) ^ j- 

zsV-W- (Epitrimerus pyri) ^flD^-BWm^^fCSft^ftmaft**:*^ 
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[0 0 7 0] 

^©sitifsift iiis]±otfti:tvs mi±M^<o^mt 

[0 0 7 1] 

«S, fr*. ft*. 

*u &*k »k **n#k tm. «*J. «fl. ^?^«»e«iitttt«twf 

, «^»Ii^<=0^^M^> *&±m (iitf^TA "Oh** K flfctt 
3I±. 3»\ »5\ (-&*«»&3lk Iti&mtk^toK&'to 

[0 0 7 2] 
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4Mat?£ t < i± 2 MJ^orl^^^il $ tt N mk \*&^ r;v =i - ^ (09 

, ^rf>I (0HiU;f7«feh>* ^f;i/xf;v^>>, ^fHVW 

;V.x--r;K v^-^-9->> -bny;l/7\ y^neiVx-tiK f h5tKn77 
> li^^b7K^« WiifT-nv^, «^^) . ##Jfe*WbJc*3R (00 

5 (^!ix.{fT-fe>-> i ;;v^) s ^^wH^yFi^wa^ti 

6 o 

[0 0 7 3] 

u x$> < nmn t ^ t ^ i> nmx& & 0 

^vx.^v>^im^*-r;K #y t^yxfl/yy;vtf^ y^777W>^ 
si* 1 ; t^ryxfvyv;vt^ y^ey^vx- k T^^T 1 ; 

[0 0 7 4] 
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#J 1 0 OtSt 1 , 0.01-9 0m*«PO|EHT'^J[3l^1-tt{f^< , 
[0 0 7 5] 

mmmmzxiomh'r&rf, ta^b^ttti or-^»> o. 001 
g**?> i o k g. l< (±o. o i gj&»e> i k g<t>m.mfrt>Bmizj&KTm± 
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[0 0 7 6] 

&t tt&m <nitm#) & vmjsm ^mt^ itztibKm&i* 
9mm i . 

$ 1 2 £tSB««Mfc£-W 1 o ffi 

*i/VZ/ 70S! 

N-^f;vt°n'j K> 1 0g& 

mm 2 . 



J£lJb«:*&— ICi 
[0 0 7 7] 
«»J0l 3 . 



3«P 
8 2gK 
1 5S& 



5«B 
9 0 3& 
5 SB 



# i ^jL\tm 2 ^aa«o^b^ 

V * v "f- 1/ > y — ;v "7 * — ;v x. - r- ;v £ 



2 03B 
7 5S& 

5g& 
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[0 0 7 8] 

WBWl. (Plutella xylostella) K1frt %>%L&&Jiko 

[Ifcl] 

MIBE*^ (96) = x 100 



A • 


• • 


U00% 


B • 




59 9%~9 0% 


C • 




58 9 %~8 0% 


D • 




57 9%~5 0% 


E • 


■ • 


5 5 0 %JTF 



[0 0 7 9] 

S£»!!2. a^>3^ (Spodoptera litura) 

ni&Rv t m2mm<o4t^*mmj&frt'r&mM* 5 0 P P mi:MLfc 

HifcM-Y^y^f ( n D p>a: izg^m) £**j3 o#r^«?tL, jm.m~U&9 cm 

tt&m*n)& u 1 Kt£o t^to 1121013 ^tUo 

MiE^BA^ (%) = X 1 0 0 
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[0 0 8 0] 

f#»J 3. (Adoxophyes sp. ) K*J"T & 3xffell»o 

^1^^2^fam<7)<b^%^^^^i-^^J^5 0 p pmK^fWLfc 

?^>^-?*%j&*$gmLtz^ 2 5t:> *SJg 7 0 %<7)'|SS. 

[0 0 8 1] 
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54/E 



»4« 



JN O 






ff^^Wl 3 


1-1 


A 


A 


A 


1-2 


A 


A 


A 


1-3 


A 


A 


A 


1-4 


A 


A 


A 


1-6 


A 


A 


A 


1-7 


A 


A 


A 


1-8 


A 


A 


A 


1-12 


A 


A 


A 


1-14 


A 


A 


A 


1-131 


A 


A 


A 


1-161 


A 


A 


E 


1-281 


A 


A 


A 


1-282 


A 


A 


A 


2-2 


A 


A 


A 


2-15 


A 


E 


A 
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mm 

mv&m hr* (i) 

Mi] 

o a-so 2 -n 

|5£*K AfiCi-c 6 7;v*w>\ C3-c 6 r;v^-^i/>, C3-c 6 t;v^~p> 
fb i: * KC3-C6 ^nrw>, C3-C6 ->^nw> £^1" 

„ ri^h, Ci-C6T/u^r;w C3-C6T;V"5--;v, c3-c 6 t;i^- 

;K C3-C6^^nr;u^r;K OH, («&) 7x-;V75A 

-N = C (Tl) T2 (tA T2(iH > Ci-C 6 7;V*;W (flHfe) 7x 

> R 2 . r3, R4jiH, Ci-c 6 t;v^;v, c 3 -C6T;i/^-;k c 3 -c 6 7;i^~;k Ci 
-C4T;vn^r->Ci-C4T;w^r;K Ci-C47;v*;v^*Ci-C4T;^;M£o X, R 2 + 

AX{±R2+Rl{il~3M<7)0. S, Nt?*»fS*LTfc&v>3~8JI5MSK Q»± 
C> No X, Yl±^uy>, CN, N02, C1-C6 T^/K C2-C67;V^-;l\ C 
l^r/Mf/l^/M?:^:*-*^ Ci-C6T/Mf>l';*>l'#-/l/7 3 J mt±0- 
2 0 nt±0~3o ^Wt<Dm&\s1Z2m<OXXte2m<DYl,*—mz%^X (ffi 
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m m a m & m m 



i . ^m^-m a 

ft £ 



[000232623] 
1990^ 8 £ 90 
ra^E0$tlTS 2#5^ 



